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The invention discloses non-peptide aspartyl protease inhibitors (preparation 
included) , methods for modulating the processing of amyloid precursor 
protein, methods for modulating the processing of tau protein, and methods 
for treating neurodegenerative diseases. 
IT 296780-77-3 296780-78-4 296780-79-5 
296780-80-8 296780-84-2 296780-85-3 
296780-87-5 296780-88-6 296780-90-0 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(aspartyl protease inhibitors for treatment of neurodegenerative 
disorders) 
RN 296780-77-3 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1, 3-benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [ (2S, 3S) -3- [ [ (2 , 5 -dimethylphenoxy) acetyl] amino] -2-hydroxy-4- 
phenylbutyl] -1, 3 -dihydro-1 , 3-dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 296780-78-4 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1 , 3 -benzodioxol-5-ylmethyl) -4- 
piperidinyl] -N- [ (2S, 3S) -3- [ [ (2E) -3- (2 , 6-dichlorophenyl) -l-oxo-2- 
propenyl] amino] -2-hydroxy-4-phenylbutyl] -1, 3 -dihydro-1, 3-dioxo- (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 296780-90-0 CAPLUS 

CN 2H-Isoindole-2-propanamide / N- [1- (1 , 3 -benzodioxol-5 -ylmethyl) -4- 

piperidinyl] -N- [ (23,3s) -3- [ [3 , 5-dimethoxy-4 - (phenylmethoxy) benzoyl] amino] - 
2-hydroxy-4-phenylbutyl] -1, 3-dihydro-l, 3-dioxo- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Mea 



Ph 0' 
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Rl 

I 




W I 



AB Disclosed herein are x compds . of formula (I), pharmaceutical ly acceptable 
salts, amides, esters, or prodrugs thereof [whewrein Rl = each 

(un) substituted heterocyclyl or heterocyclyl-Cl-6 alkyl; R2, R3 = H, Cl-6 
alkyl, or halogen or such that R2 together with R3 forms a ring; m = 0, 1, 
2; n = 1, 2, 3; Arl = each (un) substituted aryl or heteroaryl; W = 0, S; X 
= each (un) substituted methylene, ethylene, propylene, or vinylene, CH2NR 

(wherein R = H, Cl-6 alkyl); Ar2 = each (un) substituted aryl or 
heteroaryl]. Also disclosed are. (1) methods of inhibiting an activity of 
a monoamine receptor comprising contacting the monoamine receptor or a 
system containing the monoamine receptor with an effective amount of one or 

more 

of the compds . of formula I, (2) methods of inhibiting an activation of a 
monoamine receptor comprising contacting the monoamine receptor or a 
system containing the monoamine receptor with an effective amount of one or 

more 

of the compds. of formula I, and (3) methods of treating a disease 
condition associated with a monoamine receptor, in particular serotonin 
receptor 5-HT2A subclass. The disease condition is selected from (a) the 
group consisting of schizophrenia, schizoaffective disorders, psychosis, 
drug induced psychosis, and side effects observed with the treatment of 
chronic neurodegenerative disorders with a selective serotonin reuptake 
inhibitor (SSRI) , wherein said neurodegenerative disorder is selected from 
Alzheimer's disease, Parkinson's disease, Lewy body dementia, 
f rontotemporal dementia, spinocerebellar atrophy, and Huntington's 
disease; and (b) the group consisting of Reynaud's Phenomena, migraine, 
hypertension, thrombosis, vasospasm, ischemia, depression, anxiety, motor 
tics, Tourette's syndrome, dyskinesias, on/off phenomena, tremor, 
rigidity, bradykinesia, psychomotor slowing, addiction, including ale. 
addiction, opioid addiction, and nicotine addiction, sleep disorders, 
appetite disorders, and decreases in libido and ejaculatory problems. 
Thus, N- (4-f luorobenzyl) -2- (4 -isobutoxyphenyl) -N- [1- [3- (4- (S) -isopropyl-2 - 
oxooxazolidin-3-yl)propyl]piperidin-4-yl] acetamide oxalate, which was 
prepared by alkylation of N- (4-f luorobenzyl) -2- (4 -isobutoxyphenyl ) -N- 
piperidin-4-ylacetamide with (4S) -3- (3 -chloropropyl) -4 -isopropyloxazolidin- 
2 -one, inhibited 5-HT2A receptor by 104% in a receptor selection and 
amplification (R-SAT) assay using NIH3T3 cells. 
IT 639861-75-9P, N- [1- [2- ( 1 , 3 -Dioxan-2 -yl) ethyl] piperidin-4 -yl] -N- (4- 
f luorobenzyl) -2- (4 -isobutoxyphenyl) acetamide 639862 -90 -IP, 
N- [1- [2- (1, 3-Dioxan-2-yl) ethyl] piperidin-4 -yl] -N- (4 -f luorobenzyl) -2- (4- 
isopropylphenyl) acetamide 639862-92 -3P, N- [1- [2- (1, 3-Dioxan-2- 
yl) ethyl] piperidin-4 -yl] -N- (4-f luorobenzyl) -2- (4- 
trif luoromethoxyphenyl) acetamide 639863-26-6P, 

N- (4-Fluorobenzyl) -2- (4 -isobutoxyphenyl) -N- [1- [3- (2 -oxopiperidin- 1- 
yl) propyl] piperidin-4 -yl] acetamide 

RL: PAC . (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(intermediate; preparation of N-substituted piperidine derivs. as serotonin 
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\ ] N-C-CH 2 

|^^N (CH 2 )3 




OBu-i 



CH 2 




RN 698398-05-9 CAPLUS 

CN Benzeneacetamide, N- [ (4-f luorophenyl) methyl] -4- (1-methylethoxy) -N- [1- [3- i 
morpholinyl) propyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 



aN-C-CH 2 




OPr-i 



CH 2 
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SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 
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BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 

CA 2490397 AA 20031231 CA 2003-2490397 20030620 

AU 2003247615 Al 20040106 AU 2003-247615 20030620 

BR 2003012217 A 20050510 BR 2003-12217 20030620 

EP 1562937 A2 20050817 EP 2003-761275 20030620 

R: AT, BE, CH, DE, DK, ES , FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ , EE, HU, SK 

CN 1675201 A 20050928 CN 2003-818839 20030620 

•JP 2005533813 T2 20051110 JP 2004-516166 20030620 

ZA 2004010408 A 20050922 ZA 2004-10408 20041223 

PRIORITY APPLN. INFO. : US 2002-391269P P 20020624 

WO 2003-US19797 W 20030620 

OTHER SOURCE(S): MARPAT 140:77030 

GI 



R 3 -h 
Ar2x 



Rl 

>|)m 



R2 



T 



N 



Arl 



w 



AB Title compds. [I; Rl = (substituted) heterocyclyl , heterocyclylalkyl ; R2 , 
R3 = H, alkyl, halo; R2R3 = atoms to form a ring; m = 0-2; n = 1-3; Arl = 
(substituted) aryl, heteroaryl; W = 0, S; X = (substituted) methylene, 
ethylene, propylene, vinylene, CH2N (Rn) ; Rn = H, alkyl; Ar2 = 
(substituted) aryl, heteroaryl], were prepared Thus, a mixture of 
N- (4-fluorobenyzl) -N- (piperidin-4-yl) -2- (4-isobutoxyphenyl) acetamide, 
K2C03, Nal, and (4S) -3- (3-chloropropyl) -4 -isopropyloxazolidinon-2 -one were 
stirred overnight to give 71% N- (4- f luorobenzyl) -2- (4-isobutoxyphenyl) -N- 
[1- [3- (4- (S) -isopropyl-2-oxooxazolidin-3-yl)propyl]piperidin-4- 
yl] acetamide oxalate (117NLS01) . The latter showed pICSO =9.7 for 
repression of 5-HT2A receptor activity. 
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PRIORITY APPLN. INFO.: GB 2002-8279 A 20020410 

WO 2003-GB1544 W 20030410 

OTHER SOURCE(S): MARPAT 139:337978 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . [I; Rl = (un) substituted aryl; R2 = halo, alkyl, alkoxy, 
etc.; R3 = H, halo, alkyl, hydroxyalkyl ; R2 and R3 together with the 
pyridone or pyrimidone ring carbons to which they are attached form 
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Preparation of biaryl compounds as melanocortin 
agonists or antagonists 
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Naoyuki; Sasaki, Satoshi 
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PCT Int. Appl., 137 pp. 
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Patent 
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APPLICATION NO. 



DATE 
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OTHER SOURCE(S): MARPAT 139:101034 



Z— R2 




X — Y— Rl 

I 



AB The title compds . I [ring A and ring B each represents an optionally- 
further substituted six-membered aromatic ring; X represents CONR4, S02NR4, 
CH2NR4 (R4 represents hydrogen, an optionally substituted hydrocarbon 
group, etc.), etc.; Y represents a spacer consisting of 1 to 12 atoms; Z 
represents CONR6 , CO (R6 represents hydrogen, an optionally substituted 
hydrocarbon group, or an optionally substituted heterocyclic group), etc.; 
Rl represents optionally substituted amino, etc.; R2 represents an 
optionally substituted hydrocarbon group, etc.; R3 represents an 
optionally substituted hydrocarbon group, etc.; and R5 represents an 
optionally substituted hydrocarbon group, etc.] are prepared In a test for 
inhibition of binding to the MC4R receptors, compds. of this invention at 
10 uM showed 92% to 100% binding inhibition. Formulations are given. 

IT 561030-33-9P 561030-49-7P 561030-51-1P 
561030-58-8P 561030-59-9P 561030-62-4P 
561030-88-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of biaryl compds. as melanocortin agonists or antagonists) 
RN 561030-33-9 CAPLUS 

CN 2-Naphthaleneacetamide, N- [1- [2 » - [ [ (2-aminoethyl) amino] carbonyl] [1,1'- 
biphenyl] -3-yl] ethyl] -N- [1- (2-pyridinylcarbonyl) -4-piperidinyl] - , 
dihydrochloride (9CI) (CA INDEX NAME) 
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benzofuranylcarbonyl) -4 -piperidinyl] [ (4 -chlorophenyl) acetyl] amino] ethyl] 
monohydrochloride (9CI) (CA INDEX NAME) 




C- NH- CH 2 ~ CH2 - NH 2 



HC1 



RN 561030-88-4 CAPLUS 

CN [1, 1 ' -Biphenyl] -2 -carboxamide, N- (2-aminoethyl) -3 » - [1- [ [1- (2- 

benzofuranylcarbonyl) -4 -piperidinyl] [ (4 -chlorophenyl) acetyl] amino] ethyl] 
(9CI) (CA INDEX NAME) 




NH- CH2-CH2-NH2 
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AB Title compds. Arl-Y2-Yl-N (Z) -C : W-X1-X2 -Ar2 [Z = NR- substituted 

piperidinyl, tropanyl , azetidinyl , etc.; R = H, cyclic/straight-chain 
acyclic organyl group, hydroxyalkyl , aminoalkyl , aralkyl or heteroaralkyl 
group; XI = CH2, vinylene, NH or N-alkyl; X2 = CH2, or, when XI = CH2 or 
vinylene, X2 = CH2 or a bond; or when XI is CH2, X2 = 0, S, NH, N (lower 
alkyl) or a bond; Yl = CH2 and Y2 = CH2, vinylene, ethylene, propylene, 
bond; or Yl = bond and Y2 = vinylene; or Yl = ethylene and Y2 = 0, S, NH, 
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N(lower alkyl) ; Arl and Ar2 = (un) substituted (hetero) aryl provided that 
Arl and Ar2 are not simultaneously phenyl; W = 0, S; I] were prepared 
Examples include over 130 compds . synthesized, 5 serotonin receptor 
binding assays and 3 in-vivo models. For instance, 4 -methylbenzylamine 
was reductively alkylated with 1 -methyl -4 -piperidone (MeOH, HOAc, NaCNBH3, 
20 h., room temperature). The resulting amine was alkylated with 
4-methoxyphenylacetyl chloride (DCM, 4 h., room temperature) to give II, 
isolated as the hydrochloride salt and subsequently purified by chromatog. 
Many of the examples had pIC50 (-log IC50) = 7.8 - 9.0 for HT2A. I are 
used for the treatment of disease in which modification of serotonergic 
receptor activity has a beneficial effect. 
IT 359878-98-1P 359879-00-8P 359879-02-0P 
359881-34-8P 359881-39-3P 359881-41-7P 
359881-43-9P 359881-45-1P 359881-47-3P 
359881-49-5P 359881-51-9P 359881-53-1P 
359881-55-3P 

RIi : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(drug; preparation of N-piperidinyl-N-alkyl-aryl-acetamides and 
N,N,N' -substituted ureas as 5-HT2A inverse agonists) 
RN 359878-98-1 CAPLUS 

CN Benzeneacetamide, N- [1- [3- (2 , 3-dihydro-2 -oxo-lH-benzimidazol-l-yl) propyl] - 
4-piperidinyl] -4 -methoxy-N- [ ( 4 -methylphenyl) methyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 359879-00-8 CAPLUS 

CN Benzeneacetamide, N- [1- [3- (2 , 3 -dihydro-2 -oxo-lH-benzimidazol-l-yl) propyl] - 
4-piperidinyl] -4 -methoxy-N- [ (4 -methylphenyl) methyl] -, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 359878-98-1 
CMF C32 H38 N4 03 
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Me 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F— C- CO2H 
F 

RN 359879-02-0 CAPLUS 

CN Benzeneacetamide, 4-methoxy-N- [ (4-methylphenyl) methyl] -N- [1- [ (2 -methyl-4 - 
thiazolyl ) methyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-34-8 CAPLUS 

CN Benzeneacetamide, N- [1- [2-chloro-l- (2 -thiazolyl) ethyl] -4 -piperidinyl] -4- 
methoxy-N- [ (4 -methylphenyl) methyl] - (9CI) (CA INDEX NAME) 
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Me 



RN 359881-39-3 CAPLUS 

CN Benzeneacetamide, N- [1- [ (5-chloro-2-thienyl) methyl] -4-piperidinyl] -4- 
methoxy-N- [ (4 -methylphenyl) methyl] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-41-7 CAPLUS 

CN Benzeneacetamide, 4-methoxy-N- [ (4 -methylphenyl) methyl] -N- [1- [2- (2-oxo-l- 
imidazolidinyl) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 
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PAGE 2 -A 




OMe 



RN 359881-43-9 CAPLUS 

CN Benzeneacetamide, N- [1- [2- ( 1 , 4 -dihydro-2 , 4 -dioxo-3 (2H) -quinazolinyl) ethyl] - 
4-piperidinyl] -4 -methoxy-N- [ (4 -methylphenyl) methyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 359881-45-1 CAPLUS 

CN Benzeneacetamide, N- [1- [2- (1, 3-dioxolan-2-yl) ethyl] -4-piperidinyl] -4- 



10/601,070 

methoxy-N- [ ( 4 -methylphenyl) methyl] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-47-3 CAPLUS 

CN Benzeneacetamide, N- [1- [2 - (lH-indol-3 -yl) ethyl] -4 -piperidinyl] -4 -methoxy-N- 
[ (4 -methylphenyl) methyl ] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-4 9-5 CAPLUS 

CN Benzeneacetamide, 4 -methoxy-N- [ (4 -methylphenyl) methyl] -N- [1- [3- (1H-1, 2,4- 
triazol-l-yl) propyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-51-9 CAPLUS 

CN Benzeneacetamide, N- [1- (2, 1, 3 -benzoxadiazol-5-ylmethyl) -4 -piperidinyl] -4- 
methoxy-N- [ (4 -methylphenyl) methyl] - (9CI) (CA INDEX NAME) 
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Me 



RN 359881-53-1 CAPLUS 

CN Benzeneacetamide, N- [1- [ (5-chlorobenzo [b] thien-3 -yl) methyl] -4-piperidinyl] - 
4-methoxy-N- [ (4-methylphenyl) methyl] - (9CI) (CA INDEX NAME) 




Me 



RN 359881-55-3 CAPLUS 

CN Benzeneacetamide, 4-methoxy-N- [ (4 -methylphenyl) methyl] -N- [1- [ (5-phenyl- 
1,2, 4-oxadiazol-3-yl)methyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




Me 



IT 359879-04-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of N-piperidinyl-N-alkyl-aryl-acetamides and N,N,N* -substituted 
ureas as 5-HT2A inverse agonists) 
RN 359879-04-2 CAPLUS 

CN Benzeneacetamide, 4-methoxy-N- [ (4-methylphenyl) methyl] -N- [1- [ (2-methyl-4- 
thiazolyl) methyl] -4-piperidinyl] -, monohydrochloride (9CI) (CA INDEX 
NAME) 
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Me. 



CH2 




OMe 



HC1 
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II 



AB 



IT 



RN 
CN 



The invention concerns novel 4-aminopiperidine derivs . I [Rl = alkyl, 
alkenyl, alkynyl, (CH2)mYZl, (CH2)mZ2, l-benzylpiperidin-4 -yl , 
2-naphthylcarbamoyl, 4-benzylpiperazin-l-yl , 2-acetamidoethyl; Zl = alkyl 
or (un) substituted aryl; Z2 = cyano, cyclohexenyl , bis-Ph, cycloalkyl, 
(un) substituted heterocycloalkyl , aryl, heteroaryl, etc.; R2 = C(Y)NHX1, 
C(0)X2, S02X3; R3 = H, (un) substituted alkyl, alkenyl, alkynyl, aralkyl, 
C(Y)NHX1, (CH2)nC(0)X2, S02X3 , etc.; XI = alkyl, alkenyl, alkynyl, aryl, 
aralkyl, etc.; X2 = wide variety of groups; X3 = alkyl, alkenyl, 
phenylalkenyl, CF3, (un) substituted (hetero)aryl or -aralkyl; Y = O, S; n 
= 0-4; m = 1-6] . Also disclosed are methods for their preparation by parallel 
synthesis processes in liquid and solid phase. I have good affinity for 
certain sub- types of somatostatin receptors, and are particularly useful 
for treating pathol . conditions or diseases wherein one more somatostatin 
receptor sub-types are involved. Claims specifically mention acromegaly, 
pituitary adenoma, or endocrine gastroenteropanceatic tumors in carcinoid 
syndrome. A table of 778 compds . I is given, and several syntheses are 
described in detail. For instance, N-BOC-4 -piperidone underwent reductive 
amination with 3 , 3 -diphenylpropylamine and NaBH(OAc)3, followed by 
reaction with 3 -trif luoromethylphenyl isocyanate, removal of the BOC group 
with CF3C02H, and reaction with Ph isocyanate, to give title compound II. 
Some compds. I had sub-micromolar Ki for at least one of five tested 
somatostatin receptor subtypes (no data) . 
344790-57-4P 344790-60-9P 344790-64-3P 
344790-68-7P 344790-72-3P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(drug candidate; preparation of aminopiperidine derivs. as somatostatin 

receptor ligands) 
344790-57-4 CAPLUS 

1-Naphthaleneacetamide, 3 , 4-dihydro-2 -methyl -N- (1-naphthalenylmethyl) -N- [1- 
[ (5-nitro-2-furanyl) methyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 
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Me 



Me 




N CH2 



W // 



NO2 
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AB The title compds . (I) [wherein Rl = C02H, N02, tetrazolyl, 

hydroxyisoxazole, S02NH (alkyl) R9 , S02NHCO (alkyl) R9 , or P03H2; R9 = H, 
(cyclo) alkyl, benzyl, or (un) substituted phenyl ; R2 = (un) substituted 
piperidinyl, tetrahydropyridinyl , or piperazinyl; R3 = (un) substituted Ph 
or heterocyclyl; R4 = H or (un) substituted alkyl, (alkyl) cycloalkyl, 
alkenyl, alkynyl, Ph, alkylphenyl, naphthyl, biphenyl, heterocyclyl, 
cyclohexenyl, etc.; R5 and R6 = independently H or (un) substituted alkyl; 
or R4 and R5 may be joined together to form an (un) substituted C3-8 
cycloalkyl ring; n = 1-3] were prepared as modulators of chemokine 
receptors, especially the chemokine receptors CCR-5 and/or CCR-3. For example, 
EtNH2 and l-tert-butoxycarbonyl-4 -piper idone were reacted in the presence 
of DIEA and reduced with NaBH(0Ac)3 to give 4- (N-ethylamino) -1-tert- 
butoxycarbonylpiperidine (97%) . Addition of carbonyldiimidazole and 
3,4-dif luorobenzylamine to the piperidine followed by deprotection with 
TFA afforded 4 - (N- (N- (3 , 4 -dif luorobenzyl) carbamoyl) -N- 
ethylamino)piperidine»TFA (45%) . Coupling the deprotected piperidine 
with the aldehyde 2- (R) - (3- (R) -formyl-4- (S) -phenylpyrrolidin-l-yl) -2- 
(cyclohexyl) acetic acid 4 -methoxybenzyl ester (preparation given) in the 
presence of DIEA followed by reduction with NaBH(OAc)3 gave II. I showed 
binding. activity to the CCR-5 or the CCR-3 receptor, generally with IC50 
values of < 1 pM. The present invention is directed to compds. which 
inhibit the entry of human immunodeficiency virus (HIV) into target cells 
and are of value in the prevention and treatment of HIV infection and the 
resulting AIDS syndrome (no data) . The invention is further directed to 
compds. which are useful in the prevention or treatment of certain 
inflammatory and immunoregulatory disorders, including asthma, allergic 
rhinitis, dermatitis, conjunctivitis, rheumatoid arthritis, and 
atherosclerosis (no data) . 

IT 301232-14-4P 301232-15-5P 

RL: BAC. (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of 3 -phenyl -4 - (heterocyclylmethyl) pyrrolidine chemokine 
receptor modulators by reaction of 3-phenyl-4-formylpyrrolidines with 
heterocycles) 

RN 301232-14-4 CAPLUS 

CN 1-Pyrrolidineacetic acid, ct-cyclohexyl-3 - [ [4- [ ( cy c 1 op ropyl methyl) [3- 
(4-nitrophenyl) -1-oxop ropyl] amino] -1-piperidinyl] methyl] -4 -phenyl-, 
(ccR,3S,4S)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




NO2 



RN 301232-15-5 CAPLUS 

CN 1-Pyrrolidineacetic acid, a-cyclohexyl-3 - [ [4- [ (cyclopropylmethyl) fl- 
exor -phenylpropyl) amino] - 1 -piper idinyl] methyl] -4-phenyl-, 
(aR,3S,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CO2H 
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Methods for treating neurodegenerative disorders using 
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OTHER SOURCE (S) : MARPAT 133:261535 

AB Non-peptide aspartyl protease inhibitors, methods for modulating the 

processing of an amyloid precursor protein, methods for modulating the 
processing of a x-protein, and methods for treating neurodegenerative 
diseases are provided. 

IT 296780-77-3 296780-78-4 296780-79-5 
296780-80-8 296780-84-2 296780-85-3 
296780-87-5 296780-88-6 296780-90-0 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(aspartyl protease inhibitors for modulating processing of amyloid 
precursor protein and of x protein and for treating 
neurodegenerative disorders) 
RN 296780-77-3 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1 , 3 -benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [(2S,3S) -3- [[ (2 , 5 -dimethylphenoxy) acetyl] amino] -2-hydroxy-4- 
phenylbutyl] -1, 3-dihydro-l, 3-dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 296780-78-4 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1, 3 -benzodioxol-5-ylmethyl) -4- 
piperidinyl] -N- [ (2S, 3S) -3- [ [ (2E) -3- (2 , 6-dichlorophenyl) -l-oxo-2- 
propenyl] amino] -2-hydroxy-4-phenylbutyl] -1, 3-dihydro-l, 3-dioxo- (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 296780-79-5 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- ( 1 , 3 -benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [ (2S, 3S) -3- [ (2-chloro-3 , 4 -dimethoxybenzoyl) amino] -2-hydroxy- 
4-phenylbutyl] -1 , 3 -dihydro-1 , 3-dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 296780-80-8 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1 , 3 -benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [(2S,3S) -3- [ [ (3 , 4 -dichlorophenoxy) acetyl] amino] -2-hydroxy-4- 
phenylbutyl] -1, 3-dihydro-l # 3-dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




O 



RN 296780-84-2 CAPLUS 

CN 2H-Isoindole-2-propanamide / N- [1- (1, 3 -benzodioxol-5 -ylmethyl ) -4- 

piperidinyl] -N- [ (2S,3S) -3- [ [ (3 -chlorophenoxy) acetyl] amino] -2-hydroxy-4- 
phenylbutyl] -1 , 3 -dihydro-1, 3-dioxo- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 296780-85-3 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1, 3 -benzodioxol-5-ylmethyl) -4- 

piperidinyl] -1 , 3 -dihydro-N- [ (2S, 3S) -2 -hydroxy- 4 -phenyl -3 - [[(2,4,5- 
trichlorophenoxy) acetyl] amino] butyl] -1, 3 -dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 296780-87-5 CAPLUS 

CN 2H-Isoindole-2-propanamide, N- [1- (1 , 3-benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [ (2S,3S) -3- [ [ (2 , 3 -dichlorophenoxy) acetyl] amino] -2 -hydroxy-4- 
phenylbutyl] -1, 3 -dihydro-1 , 3 -dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 296780-88-6 CAPLUS 

CN 2H-Isoindole-2-acetamide, N- [ (1S,2S) -3- [ [1- (1 , 3 -benzodioxol-5 -ylmethyl) -4- 
piperidinyl] ( [1, 1 • -biphenyl] -4 -ylacetyl) amino] -2 -hydroxy- 1- 
(phenylmethyl) propyl] -1,3 -dihydro-1, 3 -dioxo- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 296780-90-0 CAPLUS 

CN 2H-Isoindole-2-propanamide / N- [1- (1 , 3 -benzodioxol-5-ylmethyl) -4- 

piperidinyl] -N- [ (2S, 3S) -3- [ [3 , 5-dimethoxy-4- (phenylmethoxy) benzoyl] amino] 
2-hydroxy-4-phenylbutyl] -1, 3-dihydro-l, 3-dioxo- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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